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Bronchodilating compns. intended for administration as a nebulized aerosol are 
provided. In certain embodiments, the compns. contain ros u, or a 

derivative thereof, and a steroidal anti- inflammatory agent. Methods for 
treatment, prevention, or amelioration of one or more symptoms of 
bronchoconstrictive disorders using the compns. provided herein are also 
provided. For example, a solution was prepared containing 1 > o fumarate 
dihydrate 85 (xg/mL, budesonide 125 (xg/rnL, vitamin E TPGS 10 (xg/rnL, 
Polyethylene glycol 10 fxg/mL, citrate buffer 50mM, sodium chloride 7.5 mg/mL, 
and water as needed. 
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AB 



The invention relates to : 
therapeutic, cosmetic or < 



20040708 JP 2002-557374 20020118 <— 

20080315 AT 2002-710900 20020118 <— 

20040513 US 2003-466365 20031211 <— 

FI 2001-115 A 20010118 <— 

WO 2002-FI42 W 20020118 

free nano-sized particles of active agents e.g. 
iiagnostic agents, and to a method for the 
preparation of such particles. The method comprises providing a liquid feed 
stock comprising an active agent or combination of two or more active agents, 
atomizing the liquid feed stock, suspending the droplets in a carrier gas, and 
passing the carrier gas and droplets through a heated tube flow reactor under 
predetd. residence time and temperature history, and collecting the particles 
produced. Nano-sized crystalline spherical uncharged particles with narrow 
aerodynamic particle size distribution and rough surfaces, are obtained. The 
particles show improved dissoln. rate in-vitro and bioavailability in-vivo, 
dispersibility and stability. Nanosized beclomethasone dipropionate particles 
were prepared 
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Al 




20030410 


AU 2002- 


-318867 




20021210 


< 


AU 


2006200277 




Al 




20060216 


AU 2006- 


-200277 




20060123 




AU 


2006200277 




B2 




20080410 












AU 


2006200768 




Al 




20060316 


AU 2006- 


-200768 




20060224 


< 


AU 


2006236049 




Al 




20061207 


AU 2006- 


-236049 




20061115 


< 


KR 


2008031532 




A 




20080408 


KR 2008- 


-707331 




20080326 


< 


RITY APPLN. 


INFO. 










US 2000- 


-568818 
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WO 2001- 


-US14824 
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AB Microparticle compns. comprising metal ion-lipid complexes for drug delivery 
are described including methods of making the microparticle compns. and 
methods of treating certain conditions and disease states by administering the 
microparticle compns. The metal ion-lipid complexes can be combined with 
various drugs or active agents for therapeutic administration. The 
microparticle compns. of the present invention have superior stability to 
other microparticle compns. resulting in a microparticle composition with 
longer shelf life and improved dispersibility . The microparticle compns. of 
the present invention have a transition temperature (Tm) of at least 20° above 
the recommended storage temperature (Tst) for drug delivery. An aqueous 
preparation was prepared by mixing two prepns., A and B, immediately prior to 
spray drying. The preparation A was comprised of a f luorocarbon-in-water 
emulsion in which 26 g perf luorooctyl bromide was dispersed in 33 g water with 
the aid of 1.30 g of SPC-3 emulsifier (hydrogenated soy phosphatidylcholine). 
The preparation B contained 0.162 g CaC12.2H20 and 0.162 g budesonide 
dissolved/suspended in 4 g water . The resulting microparticle of the sample 
had a PL-budesonide-CaC12 . 2H2 0 weight ratio of about 80:10:10. The mean 
volume aerodynamic particle size of the dry powder was approx. 4.1 Jim. 
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The present invent, 
porous, free flowi 
optionally compris. 
the particle 
solns. self assocs 
g/cm3. A solutioi 



elates to a pharmaceutical, preferably inhalable, 
ng particle to be used in therapeutical applications, 
ing a therapeutically active compound or substance, whereby 
sts of one or more network forming compds . , which in diluted 
. to large three dimensional structures having ad. of < 0.5 
consisting of dipalmitoylphosphatidylcholine 1 g and 



dimyristoylphosphatidylcholine 2 g was mixed with 180 jxL water and 300 mL 
hexane. The total solution was heated until a viscous solution was obtained. 
The solution was dried to give a product comprising porous low d. particles 
having a large 3 dimensional network. The powders 0.01 g were mixed with dry 
particles of f ortaot<brol 0.005 g in a vial for inhalation. 
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Bronchodilating 


compns . 


intended for administr 


ation 


as 


a nebulized 


aerosol 


provided . 


In certain embodiments, 


the compns. 


contain 






or 


a 



derivative thereof, and a steroidal anti-inflammatory agent. Methods for 
treatment, prevention, or amelioration of one or more symptoms of 
bronchoconstrictive disorders using the compns. provided herein are also 
provided. For example, a solution was prepared containing Formoterol fumarate 
dihydrate 85 (xg/mL, budesonide 125 lig/mL, vitamin E TPGS 10 |ig/mL, 
Polyethylene glycol 10 |ig/mL, citrate buffer 50mM, sodium chloride 7.5 mg/mL, 
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The invention relates to free nano-sized particles of active agents e.g. 
therapeutic, cosmetic or diagnostic agents, and to a method for the 
preparation of such particles. The method comprises providing a liquid feed 
stock comprising an active agent or combination of two or more active agents, 
atomizing the liquid feed stock, suspending the droplets in a carrier gas, and 
passing the carrier gas and droplets through a heated tube flow reactor under 
predetd. residence time and temperature history, and collecting the particles 
produced. Nano-sized crystalline spherical uncharged particles with narrow 
aerodynamic particle size distribution and rough surfaces, are obtained. The 
particles show improved dissoln. rate in-vitro and bioavailability in-vivo, 
dispersibility and stability. Nanosized beclomethasone dipropionate particles 
were prepared 
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AB Microparticle compns. comprising metal ion-lipid complexes for drug delivery 
are described including methods of making the microparticle compns. and 
methods of treating certain conditions and disease states by administering the 
microparticle compns. The metal ion-lipid complexes can be combined with 
various drugs or active agents for therapeutic administration. The 
microparticle compns. of the present invention have superior stability to 
other microparticle compns. resulting in a microparticle composition with 
longer shelf life and improved dispersibility . The microparticle compns. of 
the present invention have a transition temperature (Tm) of at least 20° above 
the recommended storage temperature (Tst) for drug delivery. An aqueous 
preparation was prepared by mixing two prepns., A and B, immediately prior to 
spray drying. The preparation A was comprised of a f luorocarbon-in-wat'-r 
emulsion in which 26 g perf luorooctyl bromide was dispersed in 33 g water with 
the aid of 1.30 g of SPC-3 emulsifier (hydrogenated soy phosphatidylcholine). 
The preparation B contained 0.162 g CaC12.2H20 and 0.162 g budesonide 
dissolved/suspended in 4 g water. The resulting microparticle of the sample 
had a PL-budesonide-CaC12 . 2H2 0 weight ratio of about 80:10:10. The mean 
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AB A storage-stable formulation of an active substance in the form of a 

concentrated solution or suspension in an atomizer or cartridge is provided 
for use in inhalers. The concentrate is diluted with H20 or solvent 
immediately before the 1st use of the composition Stability of suspended 
particles of the active substance in the formulation is enhanced by addition 
of an alkali metal or ammonium chloride or salt of an organic acid. The 
active substance may be a P-mimetic, anticholinergic, or antiallergic drug, 
platelet-activating factor antagonist, leukotriene antagonist, and/or 
Thus, a suspension of 5 mg formoterol (particle size 5 jxm) in 0.015 mL water 
was adjusted to pH 5.0 with fumaric acid for storage. This suspension was 
diluted with 4 . 5 mL H20/EtOH (1:1) containing benzalkonium chloride 0.45 and 
Na EDTA 2.25 mg, adjusted to pH 5.0 with HC1, for inhalation. 
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AB There are described finely divided particles of a pharmaceutical substance, 
wherein the substance when submitted to water vapor gives off heat of less 
than 1.2 J per g, processes for their production and pharmaceutical 
formulations containing them. An example is given of salbutamol sulfate (2. 
and lactose (75%) conditioned with water at relative humidity 55-65%, 
nonconditioned micronized substance mixture (5-8 J/g) and conditioned 
micronized mixture (<0.5 J/g). 
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